©Int.Cl. 



C 
A 



07 
61 



C 07 D 



211/32 
31/445 
31/505 
31/535 
211/22 
401/06 
413/06 



AEN 



® B*i»»/f (jp) ©nffrnmam 
©^i^l^^i(A) UH61 -227565 
fm&mm^ ©am us5ft>6i¥(i986)io^9B 

7138- 4C 



7252- 4 C 
7138- 4C 

7431-4C 2**28?* 5m<r>& l (isl) 



@4# m 0S6O- 68650 

@ffi P PS60(1985)4/J IB 



©IS IB * 




* 


A 


as 


^i«»fli»Sl^mrttBB3073- 13 


@& w m 






B 


m 


&MTOo< L^267-151 


@& w m 


& 


& 


IS 


m 


0B&^B^fflgPT#B 4 -19-13 


®& w m 


B 


s 






^«a^tftii^fflSPr*B 4 -i9-i3 


@jg m ^ 












® m 










±am±wi4-i4 


@UJ P A 


X 




jDRfPssoz^ii 4Ta 6 sire 


@ft S A 






S 
















1. %9!<z>«ft 




*5 


1 123 




0 0 
X J* II T * »» > X K II ■ 

-C- -c- 



( 1 ) 



OH 
I 

-CB- 



0R' 



xtt i (fit, r*7 a »; yos^tt 

-CB- 



R-Alk 



( 1 ) 



Cj£*x R «: ^ y -if y . t: »; * v. ^ $ ^ */ - 
;u x t:^ v y . * u y x, $ ^ •> 

rt/a * y x -f y K - * « y -f % ? / - 

^y7**t/oy, 7 9 - $ K v r h7 
/\ -f K o >f v * y u y x *< y •/ - 1 , 3 - * * * 
»/tj y-2,4 -9±v + -<y/-2.4 
✓ ■I y-1,3 - y*&«tf*t* *><z>*£R 
$$ni l «©«x Aik ttfifcr^* uy£x 

- COCH t , -CHzCO-, -CBtCBCBt-. -CH.CB-CBCBg- » 
I 

0B 



3 ftfc^y-fe'y*£S5«£*t* lilffllt*^ 

OR* 

-CH- 

S-x?*4* ) 

gp^*awtts ( i ) 



R-Alk 



X — Ar 



( 1 ) 



(x$4»x b tt-<y-fe' yx try's; -f % - 
/v. t:^»j^y> * 7 * »j y . ^ 5 S' n/ . s; 
t r o i> ^ •> ju % * 7 * u y x T-^^^'i yx 



—649— 



rtya $ y . J y K - ^ . y •> 4 
/v. y y >f $ / ■/ a y . 'cy-n 'JT'/.-iK 
^y^ + t'/ a V > V 9 - 4 X Y x -r h ^ 
rn-fy y ✓ - 1. 3 - * * «r 

•/ >j y - 2. 4 -v*v* -< y ✓ - 2. 4 - * * tr 
✓ ■jy-i.3 - s># y*6atfti* 

1«(DS> Alb tt|ft7n/+ l/Vl, 

-COCBt. -CB.C0-. -CB.CRCB.-. -CBtCB-CBCB,- . 
I 

OH 



0 0 0 OB 

X tt II t * *k x u: ii . li . I 

-C- -C- -0C- -CB- 



01* 

-CB- 



-c- 



OR* 

-CH- 



«BaB86i-2275G5(2) 
(1) -T3l*>$n*affie^y .yyR 

1) 0 
R-(CB.).-Br+B»T^C-£^- P > 



B-(CBt).-lT^-C-^-P 



^ot7A/* /uflc «k *< y ✓ >f n/ tr ij y 
£ > ^ y - x ^ y - n/ x /uav - ;Uv 
-f 9 s - n,^ y -fef y x h^xy^o^r«f$ 
'K'OftftT* NaBCOst K.CO, Jfi £ <k &n #U 



2) 



R- (CB, C-£^-P 



NaBB 4 



OB 

R-(CB,).-l/^-CB 



NaBfl 4 cJ:»>«8cajc$nT^J-n/ 



3) 



OB 

I 



8-<CB,).-l/^- CB P 



R'-f 



B-(CB«). 



■o 



08' 



7^3 - juftau f h v r d y 7 y x dmp 

fit>L < ttllDlftTCSiStiCiCJ:*)^ 
ft* • (R'-T/l^+^v 7 
Y-Cl. Br) 



St & 01 1 

I - < 2 - tr «; - l ) ifn/-4- 

(p -y/u* o^y/4 tr-c y •>* y 2 m&t 

1- (2-*nnx*/l>) tf-<';^y3.7gx 
4 - (p-7^toKy/u) tr^y^yfi 
S*iS5.0«. NaBCO, 4.2g *-f*J ISia 

am*-*, 
©a i.5g 

■ .p. . >290 V 

7C##» CtB.rNtOP - 2BC1 

CBN 
Steffi 58.30 7.48 7. 16 
#Sf« 57.82 7.41 7.09 

m m « 2 

3- (2- (4-p-7;^nKy/^/ue'< 



-650- 



3- ( 2 - 7 a * x $7v"M.6g. 4 

ttl.8g. NaBCO* 2.5g *MHy'f> 3^1318 

tax um-r*. *^ 

«« l.lg 

«.P. 291 -293 r <#») 
TcXfttt C..H..N.0.P • BCI • KB.O 
C B M 

55.96 5.61 10.88 
#0f« 56.20 5.65 10.83 
31 ft 01 3 

3 - C 4 - ( 4 - p - 7 a << v*/4 to e 
V&*to-l) n - 7* *0 -5»6 - & b K n 

3- -5.6 -S?tKn 

*r?>tol.5g* 4- (p -7^toKy/-f /u) 



8*ft* •> 9 * y** 7 (CBCI,:We0B- 
20:1) "ClffSt*. / 

Hl.OiCfcJLa A^Mit *. x*y-*/* 

4X» 0.7g 

■ .p. 209 -212 t 

7C*#*f Ct,B«*H»0,P- K(CB.COOB)* 
C B N 

Steffi 54.75 5.92 14.52 
##r{| 54.89 6.00 14.69 

X ft « 5 

7- (2- (4 - p - 7^*DKys;^- (or 
7- (2- C4 - p - 7^tDKy-;;u- 

(flf-/\0'0**» - tf U ^ 4/ - 1 ) X 

i.0g*0HP 30»ic&ft?-r*. C <Z>»«C1.0gG> 
60 H NaH *JD & Ifl T 4 l*HS#T -5 . 

El£«£l00»I ©*C*tf^DD*;Pi,-ptt 



?$P»1B361~227565(3) 

«» 1.2g 

..p. 176 -179 r 

7C*#tff C,*B,«N,0,P 

CBN 
54.85 6.14 8.00 
ftVtm 54.83 6.13 7.95 

n » m 4 

7 - (2 - (4-p-7^tD-?>"»- (or 
- /x 4 r n * •> ) - t^'J->*-^/- I) - x 

7- (2- (4 - p ^n/tD^y/^t: 
-c»;^-/u-i) - x*-no »; V3.0g 

*> ^ y -A^50«lt:»»L. tltZ NaBB 4 0.36 
g *»d;l*. SfiT 1 *|5j30#«#-r *. 
Rlfcift*100«l (Z)*C25l^DD*A.i k -Ctt 



V'*'* ^ A (CHCl 3 :HeOB-24 

:l) TfcKf*. x^y -JtcNflFiaSBl.O 
g ^ttl^fB^ftfii-r x* / -;u*>*ff*S 

«« 1.3g 

».p. 168 —170 r 

7c£#0T C..B,»NsO,P • KC*H»0., 

C B N 

65.20 6.38 7.60 
ftVtm 65.41 6.40 7.71 
It ft M 6 

t-x*^-2-**V-3- (2 ( 4 - p - 
7n/*a^y 7,4 to e -< 'j -V vi/ - 1 ) -if- 

l-x*-;u-2-**v-3~ (2-70* 
xf-/P) Kyyn ^7-A'5.4g. 4 - < p - 
7^tD^y/^i/) tr-< »j yjBttB4.9gs 
NaBCO, 3.4g *x* j - /i/30»l C S« L > 3ft 

t 5 **raa#f *. 



—651 — 



«K|B361-227565(4) 

a a + 

> U * 5 J. (CBCl a :NeOIU10:l) T HI 

9lt&. ZtltxfS -^C«#L10Hffifift- 

■R* 4.4g 
■ .P. 233 -236 
' 7C*#flf C,H, k H,0,F • BC1 

C H N 

9tftlt 63.95 6.30 9.73 
fttfrtt 63.88 6.41 9.52 
* ft « 7 

Hfttt 1 - 6 4K»ClTMl,fcft^ft* 

a. & i c^-rft^ftw:* 





B 




I 


ttft tin tt 


CH) 






* * * 

* * ft 




c 


B 


n 


1 


<x 

H 


-CCHt)t- 


0 

1) 

-c- 


BC] 


39.0 


291 —293 

am 


rteOS 
H.0 


CisBtJUOsF • BC1 • KB.0 
386.34 


55.96 
56.20 


5.61 
5.65 


10.88 
10.83 


2 


B 


-caii)*- 


8 

— c- 


BC1 


34.6 


194 -196 


HeOB 


Cfl.«JMW» • BCI • H«0 
427.90 


56.14 
55.84 


6.36 
6.16 


9.82 
9.57 


3 


0 

0s, 

I 


-CCHi)r- 


0 

fl 


am 


38.4 


203 —205 


HbOB 


503.53 


52.48 
52.54 


5.73 
5.69 


8.34 
8.20 


4 


0 

0 


-(ca»)^ 


0 

fl 

-c- 




37.9 


176-179 


HbOH 


C M 8»alMbP 
531.53 


54.85 
54.83 


6.14 
6.13 


8.00 
7.95 


$ 




-<au)t- 


0 

II 

-c- 


70- 


15.4 


148 -151 


Btoa 


dvRtiNtOP 
312.39 


73.(6 
72,87 


6.78 
6.71 


8.97 
8.73 


6 




-(CBt)r- 


on 
i 

-CD- 


2DCI 


9.8 


IBS —187 


Btoa 


Ci«a ss i>op • 2sci 
387.32 


58.92 
58.01 


6.51 
6.44 


7.23 
7.16 


7 




0 
II 


0 

H 

-c- 


K (BSD 


13.6 


133 -136 


BUM 


K'flUOQ. 

357.36 


63.86 
63.91 


5.08 
5.13 


7.84 
7.71 



—652— 



EBflBa 81-227565(5) 



« 1 ( a* a > 



fa 


R 


Alk 


X 






\ *•/ 




{fc 1* * 
£ ? ft 


'AW. 


C 


B 


H 


8 


Of 


-(CH«)»- 


0 

a 

— c~ 


8C1 


46.3 


255 -257 


etofl 


Ct«Ht*N0P • HCI 
347.85 


69.(5 
69.01 


6.66 
6.66 


4.03 
4.06 


9 


fl~j~ 


-<CHt)t- 


0 

II 

— £ — 


38CI 


16.7 


235 —238 
(5ft?) 


BtOH 


c IT n,.H»op-3nci 

410.75 


49.71 
50.12 


5.64 
5.60 


10.23 
10.10 


10 


n- 


-<ca,).- 


0 

n 

c 


2X1 


10.3 


290 < 


fitOB 
HbQR 


CB«,!I,0F-2HC! 
391.38 


58.30 
57.82 


7.48 
7.41 


7.16 
7.09 


11 


°^ 


-(Oli}t- 


8 

-c- 


20CI 


2S.4 


290 < 


BtOH 


C«H.»N>0 S F ^ 2BC1 
393.1 


54.96 
54.60 


6.93 
6.89 


7.12 
7.06 


12 


oa 


0 

1! 

-CC8t- 


0 

II 

— c- 


HC1 


33.7 


250 — S2 




r , ,h. .wi.p . net 
411.89 


70.00 
69.96 


5.63 
5.61 


3.40 
3.37 


to 


ca, 




Ofl 

1 

— CH — 


% (mo 


20.0 


209 -212 


BtOH 


C„H.JU0,P- K(COOH), 

• %B«0 

482.57 


54.75 
54.89 


5.92 
6.00 


14.52 
14.69 


14 


» 

Ol. 




OCI). 
-CH— 


BCI 


30.7 


228 —229 


BUM 


C» 3 II,.N»0jP • BCI 
479.98 


57.55 
57.43 


6.51 
6.57 


14.59 
14.47 



t 



a i ( m * > 





B 


Alk 


X 


MNtntt 


(K> 


ft & 

(r> 




it ¥ 5t 
# * ; ft 




C 


a 


N 


15 


1 

ca, 


(cao«- 


0nC»B, 
-ai— 


HCI 


26.5 


194 -196 


EtOH/IPB 


C„fl,*fl,0»F • BCI 
535.08 


60.61 
60.51 


7.16 
7.12 


13.09 
13.12 


16 


i 

CD, 


-cca«>,- 


-ca— 




39.0 


168 -170 


Eton 


CBsdlftO^F • KC4B.O4 
552.62 


65.20 
65.41 


6.38 
6.40 


7.60 
7.71 


17 


O^B^N 

1 • 

cn, 


-<au)»- 


ocHt-^-oca, 
— ca— 


BCI 


47.3 


236 -237 

am 


Etoa 

BtO 


CB.4B.O4F • BCI 
572.07 


60.89 
60.80 


6.17 
6.13 


12.24 
12.12 


18 


i 

CM, 


-(CHO.- 


0OU-Q-P 

-ca- 




45.6 


173 -175 


Btflfl 


Cfli.ttsOiF. • i4C 4 B 4 0 4 
598.63 


60.19 
60.48 


5.72 
5.61 


11.70 
11.60 


19 


0 1 

1 

CBi 


-«»»),- 


0CB f -^-CI 
-C8- 


BCI 


37.7 


230 -231 

yum 


Eton 


CUatB^^Cl * HCI 
576.49 


58.34 
58.74 


5.59 
5.33 


12.15 
12.01 



—653— 



*!B3B3 61-227585(6) 



a i ( « a ) 





B 


Alk 


X 




* * 
(H) 


ft & 


mm 


it * * 
1 # * fi 






C 


B 


n 


20 


i 

CB, 




ocn,YVcB 
1 w 

-CB- 


net 


41.6 


243 -244 
(#*?> 


Eton 


c„n 3 .»*o»p • hci 

567.06 


61.42 
61.16 


5.69 
5.71 


14.82 
14.73 . 


21 


1 

CB, 


-<ca«)«- 


OCD,^) 

i w 
-cn- 




27.4 


137 -140 


Eton 


CgiBaiNfrOsF - C«Ht0* 
656.66 


56.70 
56.41 


5.68 
5.71 


12.80 
12.66 


22 


0 1 

i 

CDs 


-(CH»)i- 


OCOCJIa 
-C8- 




21.8 


147 -149 


Eton 


C„fl„JU0«P ■ l /(C 4 B»0» 
532.55 


56.38 
56.68 


5.87 
5.71 


13.15 
12.96 


23 


OR 1 

1 

CB, 


-(COi).- 


r-O 

— CB- 




15.5 


134 -137 


Eton 


c„b„*.o.p - ^c«nj>» 

594.62 


60.58 
60.01 


5.59 
5.78 


11.78 
11.99 


24 


CB. 

1 0 

1 ""^B 0 
1 

CH, 


-<CB«)«- 


0 

II 

-c- 


BCI 


48.2 


274 —276 


EtOH 


C M fl t «N»OaF - BCI 
449.91 


56.06 
56.12 


5.60 
5.68 


15.57 
15.48 



* 1 ( It 3 ) 





0 


Alk 


X 




(H) 


ft j& 

(T> 


mm 
tax 


it * 5* 

# * m 




C 


H 


N 


25 


CB, 

1 

CB, 


(cao,- 


0 

a 

-c- 


BCI 


51.6 


239 -241 


BtOfl 


C,»B. JUO.F • BCI 
463.94 


56.96 
57.10 


5.87 
5.79 


15.10 
15.07 


26 


Cfla 

1 0 

1 

CB. 


-(CB«).- 


0 

n 

-c- 


DC1 


43.1 


254 -256 


Eton 


CtaHi«JI»OaP * BCI 
477.97 


57.80 
57.70 


6.12 
6.15 


14.65 
14.48 


27 


CB, 

1 0 

1 

CBa 




on 
i 

-Cfl- 




47.3 


177 -178 


EtOH 


C<iBtJI»OaP 
415.46 


60.70 
60.76 


6.31 
6.32 


16.86 
16.87 


28 


XQ 

1 

CB, 


-CfltCB-CflCflt- 


0 

(1 

-c- 


BCI 


36.4 


259 -261 


Eton 


CtaBg JlaOaP * BCI * 14DtO 
484.95 


56.97 
56.80 


5.82 
5.68 


14.44 
14.61 


29 


Ola 


•CfliCS-CBCBt- 


0 

u 

-c- 




38.1 


159 -161 


EtOH 


C.aHt JlaOaF • KC»B*0* 

514.53 


58.36 
58.71 


5.68 
5.57 


13.61 
13.28 



—654— 



#K|Ba61-227565(7) 



a i ( » a ) 





S 


Alk 


X 


mtim 




» & 


mm 


(t ¥ * 

it * ft 




£W 1 




C 


a 


a 


30 


0 1 

' 1 i 

ca, 


-(CH*)i- 


0 

i ! 

-oc- 


BCl 


33.6 


103 -104 


etoa 


CuRiJUO.F * HC! 
465.91 


54.13 
54.36 


5.41 
5.27 


15.03 
14.91 


31 


a. 

i 

ca, 


-(C8i)t- 


o 

D 


BCl 


38.4 


249 -250 


EtOH 


C„B, 4 NsO«P*BCl 
465.91 


54.13 
53.97 


5.41 
5.31 


15.03 
14.78 


32 


G8. 

1 o 
CB, 


-CarfB-CBCDi- 

•>* 


o 

n 

-c- 


QC1 


4b.i 


221 —223 


BtOH 


C f *B, JlmO»P • HC1 
475.94 


58.03 
58.37 


5.72 
5.67 


14.72 
14.59 


33 


CB, 

1 0 

. ca, 


-aitcaca*- 

OH 


0 

n 

-c- 


BCl 


56.6 


211 -214 


BUS 


CB,JUO,P-BCl 
479.94 


55.05 
55.02 


5.67 
5.78 


14.59 
14.32 


34 


B 


-CCBO*- 


0 

ii 

-c- 


an 


37.9 


280 —283 


HeOa 


C«a„a«OP • BCl - XBmO 
376.90 


66.74 
66.63 


6.36 
6.09 


7.08 
6.98 



a i (tin 



Na . 


R 


Alk 


X 




(H) 


CO 




ft * * 

it * & 




C 


B 


a 


35 


Or/ 


-ca»- 


0 

It 

-c- 


28C1 


52.7 


228 —230 


BWH 


C, «Bs ,MF • 2BC1 
410.33 


58.53 
57.94 


5.42 
5.41 


10.24 
10.00 


36 




-(cao,- 


0 
0 

-c- 


BCl 


74.3 


255 —257 


EtOH 

fl*o 


C,B,.«.0,F * HC1 ■ %HtO 
413.89 


60.93 
60.42 


5.61 
5.91 


6.77 
6.42 


37 


0 


- (CHi) i- 


0 

II 

-c- 


BCl 


61.3 


232 —234 


Btoa 


C,dl,i>fl0,P - BCl 
416.88 


63.39 
63.50 


5.32 
5.41 


6.72 
6.78 


38 


00 


-coca,- 


0 

n 

-c- 


BCl 


30.6 


221 -224 


HeOB 


CisSislfiOcF • BCl 
416.92 


66.26 
65.90 


6.29 
6.40 


6.72 
6.89 


39 


OX 

0 


-(CB,)»- 


0 

II 

-c- 




11.8 


148 -150 


BUM 


394.39 


66.99 
86.51 


4.86 
4:69 


7.10 
7.21 


40 




-(CBi)t- 


0 

II 

-c- 




10.2 


127 -130 


HeOB 


C»fli«N^«P 
394.39 


66.99 
67.30 


4.86 
4.71 


7.10 
7.00 



-655— 



ttmU 61-227565(8) 



* i (Hi) 



ffa 


8 


Alk 


X 


tt ft JlD % 




fit £ 




(t ¥ * 
# * * 




c 


B 


If 


41 




-(CHOi- 


0 
Q 

-C- 


2HC1 


35.4 


234 -236 


etCH 
8,0 


C t «fi,»N«0P • 2BCI 
423.32 


56.74 
56.60 


5.00 
4.97 


13.25 
13.32 


42 


C», ^ 

rrr 


-(CHOt- 


0 

n 

-C- 


BCI 


55.8 


244 —246 


BttJH 


CtsHisNfO? * HC1 
416.52 


63.34 
63.11 


6.30 
6.49 


13.44 
13.60 


43 


OTA 
6 


-(CH»)«- 


0 

n 

-c- 


79- 


8.3 


135 -136 


BeOS 


C,tH.JW),P 
443.S2 


73.12 
72.62 


5.91 
5.95 


9.45 
9.35 


44 


1 

Cfl, 


-<CHg)«- 


0 

H 

H 

-c- 


BC1 


51 


233 —236 


EtOfl 


Ctsflt JfsOtF • BCI 
431.93 


63.95 
63.88 


6.30 
6.41 


9.73 
9.52 


45 


1 

CtB» 




0 

0 

-c- 


7'i- 


48.8 


147 -149 


BtOH 


409.5 


67.46 
67.25 


5.92 
5.74 


10.26 
10.44 



* i («n 



Ml 


8 


Alk 


X 




(H) 


<r> 


5ttA 
inQE 


ft 5* 5* 

# * ft 




C 


B 


N 


46 


Ota 

1 


-CBtCDCBr- 
08 


0 

n 

-c- 


BCI 


46.5 


193 -195 
(5tt?) 




C, 4 B«.N a 0>P • BCI 
461.94 


62.40 
62.55 


6.33 
6.16 


9.10 
9.23 


47 


OX 

1 

CrB« 


-(CB«),- 


OB 

i 

-CB- 


BCI 


17.8 


155 -157 




CB„/WW.BC1 - *XB«0 
442.96 


62.36 
62.79 


6.84 
6.75 


9.49 
9.53 


48 


1 


-<CB,)«- 


0CB.-O 

-CH- 


BCI 


32.4 


182 -184 


eton 

IPS 


CH, 4 H,0,P • BCI 

524.12 


68.74 
68.60 


6.55 
6.69 


8.02 
8.02 


49 


ca, 

1 0 
1 

CR. 




0 

M 

-c- 


BCI 


50.3 


291 -293 
VM) 


BtOH i 
H.0 


C,^. JU0,P • BCI 
475.94 


58.03 
57.96 


5.72 
5.67 


14.72 
14.87 


50 


ca, 

i ; 

CH, 


-«»,),- 


-CB- 




46.5 


215 -217 


EtOB 


C.R>^)F- KCJI«0» 
552.62 


65.20 
65.61 


6.38 
6.47 


7.60 
7.31 


51 


D 


-(CH.)»- 


J---0 




20.3 


159 -161 


BtOH 


C„fl, 4 N^P 
547.63 


67.99 
67.58 


6.26 
6.21 


7.67 
7.46 



—656— 



X 1* # 

*ffi300gfI»a)SDSSJftt7 v 53 
C tl4ctfy 2 <*©g$ C9J*> . 37T: (Okrebs 

95ho,+ 5 «co, x*aa-r *. a* 

^TjftKf *. Agonist T**-feo h^yoS 
1 x io- *M - 1 xio~ 4 n £fflt^v t 4 * o 

«**<fc<ifc?*L. fcUfc^tt l xio-*n 

~i xio-«n m*r*t*©««*ax***iftT 
3o#jsm v + A -c-^9 y-r*. 

/xJEE&tt^ffr* . Van Hossa«&©#fcC <fc *> PA, 



ftG3B361-227565(9) 

*n 2 tc^-r. 



Ml 


pa. a 


16 


8.15 


18 


8.12 


19 


8.01 


36 


8.14 


39 


8.49 


40 


8.25 


41 


8.41 


42 


8.18 


44 


8.72 


48 


8.45 



IKIAKIA * « St. 



®int.ci.« 



C 07 

SiC 07 



(C 07 
(C 07 
(C 07 
(C 07 
(C 07 
(C 07 
(C 07 



473/08 

401/06 

209:00 

211 :0O) 

401/06 

211:00 

213:00) 

401/06 

211:00 

233:00) 

401/06 

21 1:00 

235:00) 

401/06 

211:00 

239:00) 

401/06 

211:00 

249:00) 

413/06 

211:00 

263:00) 

413/06 

211:00 

265:00) 



6664-4C 
7306- 4C 



7138-4C 
7133-4C 
7166- 4C 
7166-4C 



—657— 



